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(57) Abstract 

Acyiamino-substimted acylanilidc 
derivatives represented by general formula (I) 
or salts (hereof, and a pharmaceutical 
composition comprising the. same. They have 
an antiandrogenic activity and are useful as a 
prophylactic or therapeutic agent for prostatic 
cancer, prostatic hypertrophy, defemination. 
hypertrichosis, bald head acne, seborrhea and 
the lik' in wir 1 mi><l.. ;■ involved as an 
exacerbating factor. 
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Ref.Hx.:*^»*r 
DATA :^5ifl:T-^t±.1iC' 
NMR 

(#(CTOU£^PB9, DMSO-do, 
TMS rtSB^^-CiPJjJE) 
mp : il't £ 



AcOEt:&>:^t-"-f-'L 
Hex 

EtOH X '--/U 

( Et ) 2 0 : •>'3c f /1.x- -r /L- 

!.:-diCl-Et: 1 . 2->?caxi/: 



Ref.Ex 


DATA 


1-1 


NMR: :0.77(3H,t,J=7.3Hz).1.40-1.66(2H.m),3.40-3.64(1H,m),3.68(3H,s), 7.28-7.47 
(2H, m),7.77-7.92(2H.m). 8.15(1 H,d.J=8.8Hz) 


-1-2 


NMR(CDCI 3 ,TMS internal standard) 

«V1.68(6H,s),3.79(3H,s),6.77(1H,br),7.00.7.19(2H,m),7.71-7.87(2H,m) 


1-3 


N M R (C DCI 3 ,TMS internal standard) 

6 :1 .65(6H,s).3.62(3H,s) ) 4.00(3H,s).6.95-7.45(3H,m).8.20-8.49(2H m) 



in . 



Ref.Ex | DATA 

! 


1-4 | NMR: <> :l.46(6H f s) f 3.58{3H ! s).7.90-8.03(4H ! m). 8.72(1 H.s) 


1-5 i NMR: a :1 .48(6H,s).3.60(3H.s) l 7.73-8.10(4H.m).8.85|1H.s) 


1-6 


NMR(CDCl 3) TMS internal standard) 
:1.39(6H.s),3.58(3H f s).5.43(1H.s) l 7.08-7.16(2H.m).7.85-8.85(2H,m) 


1-7 


NMR(CDCI 3 .TMS internal standard) 

ft :1.48(6H.s) ( 3.71(3H,s) f 5.63{1H.brj.8.02-8.12(2H.m),8.31-8.40(2H.m) 


1-8 


NMR(CDCI 3 ,TMS internal standard) 
:1.44(6H t s) ( 3.66(3H,s),3.86(3H.s).5.27(1H.br).6.90-7.00(2H.m) ,7.56-7.86 f2H.m) 


1 -9 j NMR(CDCI,,TMS internal standard) 

! •V2.55-2.64(2H ! m),3.12-334{2H.m).3.69(3H.s)7. 18-7.31 (3H.m),7.81-7.85 (2H.m) 


1-10 


NMR(CDCI 3: TMS internal standard) 

ft :1.19{3H.dJ=6.8Hz) f 2.53(2H,d,J=5.5Hz),3.62-3.90(4H l m) l 5.37-5.45(1H t m) ( 7.11- 
7.2H2H,m),7.79-7.95{2H.m) 


1-1 1 


NMR: a :1.15-1.32(4H ( m) r 3.31(3H.s).7.32-7.52(2H,m).7.73-7.89(2H f m). 8.78(1 H.s) 


1-12 


NMR: a :1.07-1.28(2H.m) ( 1.35-1.55(2H,m) I 3.60(3H.s),7.20-7.40(2H,m) f 7.85-8.01 
(2H. m), 9.08(1 H.br) 


1-13 


NMR: r, :1.40-1.57(4H.m) l 1.80-2.02(4H.m) ! 3.45(3H.s) t 7.31-7.51(2H.m)7.40-7.90 
(2H.m). 8,25(1 H.s) 


1-14 


NMR: ft :1. 55-2.25(8H,m),3.58(3H.s). 7. 19-7.39(2H,m),7. 85-8.01 {2H,m>. 8.66(1 H.s) 


1-15 


NMR: a :1.l5-1.40(6H,m),1.65-1.88(4H,m).3.39(3H.s) ) 7.30-7.51(2H,m) t 7.74-7.90 
(2H.m).B.08(1H.s) 


1-16 ! NMR: <> :1.38-2.30(10H.m) ! 3.58(3H i s).7.18-7.39(2H.m).7.83-7.98(2H.m). 8.38(1H.s> 


1-17 


NMR: a ;1. 97-2. 10(4H,m), 3.58-3. 76(7H,m). 7.27-7. 35(2H l m),7.90-7.98(2H f m) 1 
8.64(1 H.br) 


1-18 


NMR(CDCI 3 ,TMS internal standard) 

- •1.29(3H.t.J=7.5Hz).1,30(6H.s),r54(6H.S).4.21(2H.q,J = 7.5Hz).7.10(2H l t.J = 8.6Hz) t 
7.74(1H.br).7.81f2H.dd. J=5. 4.8.6Hz ) 


2-1 


NMR: :0.77(3H.t.J=7.3Hz).1.40-1.66(2H.m) f 3.42-3.66(1H.m) ( 7.29-7.49 (2H,m), 
7.77-7.92(2H.m).8.15(1H.d.J=8.8Hz) ' . 


2-2 


NMR(CDCI 3 ,TMS internal standard) 

^:1.39(3H.d,J=7.3Hz).2.84(3H.s).4. 65-4. 89(1 H.m). 7.07-7. 27(2H.m),7.76-7 92 
(2H.m) 


2-3 


NMR(CDCt 3 ,TMS internal standard) 

* :1 .68(6H,s),7.00-7.33(3H,m) t 7.73-7.89(2H f m) 


2-4 


NMR(CDCI 3t TMS internal standard) 

^ :1 .69(6H.s) t 4.01 (3H,s),6.95-7.52(3H.m).8.20-8.51 (2H,m) 


2-5 


NMR: ft :1.46(6H t s) l 7.92-8.05(4H,m).8.70(1H f s),12.25(1H t br) 


2-6 


NMR: ft :1.48(6H,s).7.79-8.11(4H ( m) I 8.87(1H.s) l 12.23(1H,br) 


?-7 


ft :1.68{6H.s) t 5.05(1H f s) ( 7.05-7.14(2H.m) l 7.66-7.77(2H.m) 


2-b 


NMR(CDCI 3f TMS internal standard) 

ft :1.53(6H f s),5.44(1H I s) f 8.03-8.12(2H I m) I 8.31-8.41(2H,m) 


2-9 


NMR(CDCI 3 ,TMS internal standard) 

ft :1 .43(6H.s) 1 3.74(3H I s),5.30(1 H,br),6.89-7.01 (2H.m) ( 7.57-7.80(2H,m) 


2-10 


NMR(CDCI 3( TMS internal standard) 

ft :1 .76(6H.S),4.74(2H,br) f 6.95(2H,dd,J=1 .8Hz,7.7Hz),7.08(2H,t.J=8.7Hz),7.24-7 35 
(3H,m),7.78-7.84(2H,m) 


2-11 


NMR(CDCI 3 ,TMS internal standard) 

ft :2.5B-2.69{2H ( m) I 3.12-3.33(2H I m)J.20-7.29(3H,m) f 7.81.7.87(2H,m) 


2-12 


NMR(CDCi 3 ,TMS internal standard) 

ft:1.19(3HAJ=6.8Hz) t 2.53(2H ( dJ=5.5Hz) f 3.59-3.88{1H,m),5.37-5.46(1H,m 
7.27(2H,m).7.83-7.99(2H.m) 
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Ref.Ex 


DATA 


2-13 


NMR: .*> :l .10-1 42(4H.m)732-7.52f2H.m)773-7.89(2H.m),8.6l (1 H,s). 12.28(1 H.br) 


2-14 


NMR: * :l.0l-1.20(2H.m)J.27-1.49(2H.m)7.15-7.45(2H ? m) l 7.B5-B.08(2H,m). 
8.98(1 H.br). 12.37(1H.br) 


2-15 


NMR: es :1. 20-2.05(8H ; m)7.297.50(2H,m)775-7.90(2H.m). 8.05(1 H,s), 12.42(1 H.br) 


2-16 


NMR: o :l.55-2.25(8H.m).7.18-7.40(2H.rn).7.84-8.01(2H.m).8.5l(1H l s), 12. 12(1 H.br) 


2-17 


NMR: i> :0.95-1 .95(10H,m)7.27-7.50(2H,m)7.81 -7.92(3H,m), 12.38(1 H.br) 


2-18 


NMR: * :1.25-2.35(10H,m)7.15-7.42(2H,m)7.80-8.00(2H,m),8.24(1H,s) 


2-19 


NMR: o :1. 90-2.1 2(4H ) m) f 3.57-377(4H,m)7.27-7.35(2H.m)7.90-7.98(2H,m). 8.52 
dH.br). 12.37(1 H.br) 


2-20 


NMRfCDCU TMS internal standard) 

- :1 .33(6H.s).1 .58(6H.s)7.07(2H ! t.J=8.6Hz)7.40(1 H.br)7.81 (2H.dd. J=5.1 .8.6Hz) 


3 


NMR(CDCI 3( TMS internal standard) 

«'> 1 38f3H d J=7 3Hz) 2 84(3H s) 3 56I3H s\ 4 65-4 89MH m) 7 OR- 7 PQ 19H mi 
7.76-7.91 (2H } m) 


4-1 


NMR(CDCl 3l TMS internal standard) 

r> :1.47(3H,d.J=7.0Rz),4. 32-4. 48(1 H.m), 5.1 7(2H, s), 5.25(1 H,d.J=7.0Hz)7.35 (5H.s), 
775-777(2H,m)7.92(1 H,br).9.06(1 H.br) 


4-2 


NMR: * :1.41(6H ( s),5.01(2H,s)7.28-7.35(5H.m)7.69(1H,s), 8.07(1 H,d. 
J=8.8Hz),8.20(1H ( d.J=8.8Hz),8.33(1H.s),1 0.34(1 H.s) 


4-3 


NMR: * :3.27(3H,s) f 3.34-3.64(2H,rn),4. 35-4.46(1 H.m), 5.00-5.1 0(2H.m)7.30- 
7.39(5H l m)776-7.82(1H,m).8. 01 -8. 14(2H,m). 8. 28-8.32(1 H.m), 10.91 (1H,br) 


4-4 


NMR: A :1 .i9(6H 1 s),3.27-3.32(2H,m) ,4. 98(2H.s)7.25-7.38(6H,m) ,8.03-8. 17{2H.m), 
8 30-8 35(1 H m) 


4-5 


NMR* o 0 85-0 95/6H m\ 1 99-2 09( 1 H m\ ^ QQM H t i-7 RHti 4 47-4 R1 f9H mi t; ir 
5. 22(1 H.m). 5.27-5.35(1 H.m). 5. 86-5. 97(1 H.m)7. 64(1 H.d t 

J=7.8Hz).7.99(1H ; dd.J=1 .4.6.3Hz). 8. 07(1 H.d.J=6.3Hz).8.31 (1 H.d.J=1 .4Hz). 10.86(1 H 
; br) 


4-6 


NMR: n :1 .60-2.90(6H,m),5.02(2H.s)7.10-7.50(5H.m)7.95-8.40 (4H.mj. 10.24(1 H.br) 


5 


NMR(CDCI V TMS internal standard) 

^ :1 .57(6H.s).5.10(2H I s).5.50(1H ! br)7.34(5H*.s). 10.42(1 H.br) 


6 


NMR(CDCI :)1 TMS internal standard) 

* 7.28(1 H ! d,J=7.8Hz)7.87(1H,ddJ=1.57.8Hz),8.46(1H l d.J=1.5Hz) 


7 


NMR(CDCi^,TMS internal standard) 

a :2.93(3H.d J=5 2Hz) 4 68(1H br) 6 68(1 H dd J-2 4 8 fi R4MH rt I-? 4H7\ 7 41 
(1H,dJ=8.6Hz) 


8 


NMR(CDCI 3 ,TMS internal standard) 

A :1 .26(3H,t,J=7.3Hz) 1 ,30(6H s) 4 18f2H a J=7 3H7) 4 7?l?H *\ fi run h q\ 7 9^- 
7.36(5H,m) 


9 


NMR(COC!.,.TMS internal standard) 

<• :l.29(3H,t,J=7.0Hz),1.7L;,oH,s),4.24(2H.q.J=7.0Hz).4.66(2H,br),6.95(2H,d,J=7.7H2 
).7.07|2H,t.J=B.7Hz),7.26-7.34(3H,m),7.73-7.77(2H.m) 


10-1 


mp: 79-80 C 


10-2 


mp: 116-1 17 C(AcOEt-Hex) 


10-3 


mp: 234-238 C (EtOH-(Et) 2 0) 


11-1 


NMR: ^:1.32(6H,s),5.34(2H,br),8.06(1H,d,J=8.4Hz),8.21(1H.dd, J=2.1,8.4Hz),8.44 
(1H,d.J=2.1Hz) 


11-2 


NMR: i> :1.99(3H.s).3.67(1H.t,J=5.5Hz),4.18 (2H,d.J=5.5Hz) 5.05(2H,br), 7.95-8.20 
(2H,m), 8.30-8.45(1 H,m) 


12-1 


NMR 


6:3.26(3H.s).3.32-3.62(3H.m),4.97(2H,br),8.07-8.15(2H.m).8.38-8.41(1H,m) 


12-2 


NMR 


6 :1 .55-2.70(6H.m),5.31 (3H,br).8.00-8.55(3H,m) 


12-3 


NMR 


A :1.14(6H,s).2.75(2H,s),3.31 (1H.br), 5.34(2H,br),7.96-8.10(2H,m),8.27-8.30 
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Ref.Ex 


DATA 


i MH.m) 


l 0 


IN IVI n I O Uul^, 1 mo iniclHal bldilUdi U| . " .U.OU(jn,U,J- \J.\Jt\t.} . 1 .\J i ( jn,U, 

J=7.0Hz).2.41 -2.53(1 H,m).3.43(1H.d,J=3.3Hz).7.73(1H.dJ=8.8H2),7.94 
(1H.dd.J=2.2.8.8Hz). 8.21 (1H.d.J=2.2Hz).10.18(1H.br) 


14 


NMR: ■> :1. 51 (1.5H f s),1. 53(1. 5H,s).1.86-2.04(3H f m).2.1 3-2.23(1 H,m),3.51 -3.62 
(1H.m).3.67-3.80(1H.m).4.88(0.5H.d.J=12.6Hz).5.07(1H 1 s),5.13 {0.5H,d t J=12.6Hz). 
7.02-7.1 8(2. 5H,m), 7.27-7. 40(2. 5H.m). 8. 03-8. 30f3H,m), 10.01 (1H.s) 


15-1 


NMR: <*• :1.30-2.50(9H. m). 3.10-3.50(1 H. m). 7.21-7.36(2H. m), 7.87-8.40(2rt m). 
8.14-8.28(1 H. m). 12.24(1 H. br) 


15-2 


NMR(CDCI 3 ,TMS internal standard): * : 3.46-6. 60(1H, m), 4.30-4.60(4H, m), 7.06- 
7.18(2H. m). 7.61-7. 70(2H. m) 
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z a i >',•■> 'H !ifii . • fff Y£ '>k '''."-l^fl-: ■> . : ■■) ' •' ' 

R J R ; ' R» r' 



4-: . ii * ,;d^-r:^^ i*! •-' > ft i: irr] ft ,-• . Cr 4- ft L . ;ii 11 o < 

Ex. :^l).nHT&°r MS : ft l : Jf : |i 

Me : <^'U (i-Pri^O: Y'- ; " v — L 'L 

Et MeOH : *V/--/U 

Ac :"t-^'l i-!»rOH 1 W ~' n->'— 'i. 



ritri. 



Benzvl 



CH.' 



£4 




i Ex. ! R' 


! R s ! DATA 


1 


'CF, 


CN 


CH, 


mp: 164-165* 

NMR: .1.37(3H.d.J=6.8Hz).2.94[3H.S). 4.01-4.17 
11 H.m). 7.68(1 H,d,J = 8.0Hzj.8.06( 1 H.dd.J = 1 .8.8.8HZJ.8 
. 1 2( 1 H.d,J=8.8Hz). 8. 29(1 H.d.J=1.8Hz).1 0.80(1 H.s) 


2 


CF 3 


CN 




mp; 1 89- 1 90 1 (AcOEt-Hex) 

NMR: n :1.21(3H.d.J=6.8Hz) ( 3.94-3.98(1H,m) ! 7.46- 
7.54(3H,m),7.74-7.84(3H,m),8.03-8.08 (2H.mj, 8.32- 
8.33 (1H,m),l0.71(1H.s) 


3 


CF 3 


CN 




mp: 178-179 C (AcOEt-Hex) 

NMR: * :1.24(3H,dJ=7.0Hz),3. 94-4. 00(1 H,m),7.28- 
7.31 (2H,m).7. 80-7. 84(3H,m),8. 04-8. 08(2H,m), 8.37 
(1H,d,J=8.0Hz),10.71(1H.s) 


4 


CF ; , 


CN 




mp: 179-1 80 C(AcOEt-Hex) 

NMR: * :1.24(3H,dJ=6.8Hz).3.94-3.99{1H.m).7.42- 
7.53(2H,m),7.73-7.80(3H,m) 1 7.94-8.12(2H,m), 8.46 
(1H.d,J=8.4Hz),10.70(1H,s) 


5 


CF 3 


CN 




mp: 170-1 71 C (AcOEt-Hex) 

NMR: A :1.24(3H,d,J=6.8Hz),3.93-4.04(1H,m),7.63- 
7.69(4H ) m) ( 7.78(1H,ddJ=1.6,8.4Hz) t 8.04-8.09(2H ) m) t 
8.07(1 H,d.J=8.4Hz).8.46(1 H t d.J=8.8Hz). 10.69(1 H,s) 


6 


CF 3 


CN 




mp: 183-1 84 C(AcOEt-Hex) 

NMR: fi :1.25{3H,d.J=7.0Hz) f 3.98-4.05(1H,m),7.77 
(1H, dd,J=2.0,8.2Hz),7.88-7.97(4H,m),8.00(1H,d, 
J=2.0Hz),8.08(1H,d,J=8.8Hz),8.69(1H,d,J=8.2Hz) t 10. 
74(1 H.s) 



Ex. 


R : 


R 2 I R s 


DATA 


7 


CF a 


CN 




mp: 1 34-135 r(AcOEt-Hex) 

NMR: r. :1.27(3H f d.J=6.8H2) t 3.99-4.07(1H,m) ( 7.72 
(1H,dd.J = 1.2.8.8Hz).7.79(2H.d.J=8.0Hz). 7.95-8. 06 
(4H.m), 8.66(1 H.d.J=8.8Hz). 10.73(1 H.s) 


8 


CF 3 


CN 


-<2^0CF 3 


mp: 111-112C(AcOEt-Hex) 

NMR: ft :1.26(3H.d,J=6.8Hz).3.98-4.05(1H,m),741 
(2H ( dJ=8.6H2),7 76(1 H.d,J=8.6Hz). 7.87-7.89(2H,m), 
8.06(2H f dJ=8.6Hz). 8.52(1 H.d.J=8.6H2). 10.75(1 H.s) 


9 


CF 3 


CN 


F 


mp: 184-1 85'C(AcOEt-Hex) 

NMR; ft :1 .32(3H.d,J=7.2Hz).4.01 -4. 1 4(1 Km), 7. 07- 
7.12(1 H.m). 7. 41 -7.47(1 H : m),7. 78-7, 82(2H,m). 8.03 
(1 H,dJ=1.6Hz).8. 08(1 H,d.J=8.6Hz). 8.67(1 H.d,J=8.6H 
Z).10.77(1H.s) 


10 


CF 3 


CN 




mp: 159-1 60' C(AcOEt-Hex) 

NMR: ft :1.25(3H,d.J=7.6Hz).3.98-4.05(1H,m),7.49 
(1 H,t.J=8.4Hz),7. 54-7. 56(1 H,m).7.70-7.78(2H,m), 7.79 
(1H ) ddJ = 1.8.8.4H2),8.03(1H ( d.J=1.8Hz).8.07(1H,d f J= 
8.4Hz).8.54(1H,d.J=8.4Hz), 10.77(1 H,s) 


11 


CF 3 


CN 




mp: 1B9-190T.(AcOEt-Hex) 

NMR: a :1.27(3H.d,J=7.2Hz),4.00-4.08(1H.m),7.67- 
7.71(1 H,m), 7. 78(1 H.ddJ=1. 6. 8.6Hz). 7.96(1 H,d,J=7. 6 
Hz),8.00(1H,dJ=1.6Hz),8.04-8.1 1{3H.m), 8.64(1H.d. 
J=8.6Hz),10.79(1H.s) 


12 


CF-, 


CN 




mp: 143-144 ((AcOEt-Hex) 

NMR: o :1. 28(3H.d,J=6.8Hz),4. 03-4. 10(1 H.m). 7.70- 
7.74(2H,m).7.84(1H.d,J=8.0Hz),7.96(1H,d,J=1.6Hz),8, 
01(1H.s).8.04-8.07(2H.m).8.68(1H.d ! J=8.8Hz). 
10.77(1H.s) 


13 


CF, 


CN 


no 


mp: 1 67- 1 68 l - (AcOEt-Hex) 

NMR: .1 .24(3H.d.J = 7.0Hz).4.00-4.04(1H.m). 7.48-7.51 
(1H.m).7.57-7.6G(2H.m). 7. 76-7.78(2H.m). 7.85-7.90 
(3H ! m).7.98(1H.d.J = 8.8Hz).8.34(1H,s).8.41(1H.d.J=8. 
0H2).10.63(1H,s) 


14 


CF 3 


CN 


do 


mp: 1 93-1 94 < (AcOEt-Hex) 

NMR: ft ;1.19(3H,d,J=6.8Hz),3.95-4.00(1H,m) t 7.51 
(1H,t,J=7.6Hz),7.58-7.62(2H l m),7.67-7.71(1H,m), 7.78 
(1H,d t J=1.6Hz),7.93-8.06(3H,m), 8.13(1 H,d.J=7.2Hz), 
8,67(2H.d.J=8.8Hz),1 0.52(1 H.s) 


15 


CF 3 


CN 




mp: 1 99-200 C (AcOEt-Hex) 

NMR: ft :1.27(3H.d,J=7.2Hz),4.37-4.44(1H,m),7.60- 
7.72(4H.m)7.83(1H,d,J=1.6Hz). 8.00(1 H.d,J=8.8H2).8. 
17(1H,dd l J=1.2 T 8.4H2) l 8.31(1H,dd,J=4.6 ) 7.2Hz),8.43( 
1H,dd f J=1.6 ( 8.8H2) l 9.02(1H t dd,J=1.6 l 4.0H2),1 0.65(1 
H,s) 


16 


CF 3 


CN 




mp: 1 85-1 86 C (AcOEt-Hex) 

NMR: ft :1.34(3H,d.J=6.8Hz), 3.97-4.06(1 H,m), 7.00- 
7.04(1 H t m),7.25-7.35(4H 1 m) I 7.48.7.50(2H,m) t 7.84 
(1H,dd t J=2.0,8.BH2),7.96(1H t d.J=8.8Hz) l 8.04(1H ! d f J= 
8.0Hz).8.1 0(1 H,d.J=2.0Hz), 10.80(1 H.s) 
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Ex. 


R : 


R 2 


R 3 


X I R- 


R 8 


DATA 


17 


CF 3 


CN 


H 


0 


CH 2 CH 3 


H 


mp: 170-171 ( 

NMR: ^ :0.83(3H.t,J=7.4Hz), 1 .52-1 .72 (2H. m), 
3.77-3.82(1 H t m) : 7.24-7.28(2H J m). 775-7.82 
(3H r m),8.01 (1 H.d.J=2.0Hz). 8.07(1 H.d J=8.4Hz). 
8.36(1 H,d.J=8.8Hz).10.74(1H,s) 


18 


CF 3 


CN 


H 


0 


CH 3 




mp: 171-1721 (AcOEt-Hex) 
NMR:(CDCI 3 ,TMS internal standard) 

:1.09(3H.d.J=7.3Hz).2.86(3H.s),4.58-4.62 
(1H,m),7.26-7.30(2H f m). 7.80(1 H,d,J=8.6Hz), 
7.86-7.90(3H.m). 8.08(1 H.d J=1 .8Hz). 8.79 (1H.S) 


19 


CF 3 


CN 


CH3 


0 


CH 3 


H 


mp: 157-1 58 (' (AcOEt-Hex) i 
NMR: * :1 .08(3H,d.J=6.8Hz).3.25(3H,br). 4.09 
(1H,br) ( 7.38(2H f t,J=8.0Hz),7.73-7.81 (4H,m), 
8.22-8. 34(2H.m) 


20 


CF 3 


CN 


H 


0 


benzyl 


H 


mp: 248-249 (" (AcOEt-Hex) 
NMR: o :2.77-2.99(2Km),4.08-4.14(1H.m). 7.14 
(2H,t,J=8.8Hz) ,7. 19-7.26 (5H.m).7.61 -7.64 
(2H ( m),7.72(1H,d,J=8.8Hz). 7.96(1H.s). 8.07 
(1H,dJ=8.8Hz).8.61(lH l d.J=8.8Hz).1 0.77(1 H.s) 


21 


CF, 


CN 


H 


0 


H 


H 


mp: 179-180 ( (AcOEt-Hex) 

NMR: :3.77{2H.d.J=6.1Hzj.7.38-7.42 (2H. m). 

7.86-7.90(3H.m).8.08-8.12(2H.m). 8.25-8.27 

(1H.m).10.71(1H f s) 


22 


CF, 


CN 


H 


S 


CH 3 


H 


mp: 86-87 ( 

NMR: - :1.32(3H.d.J=6.8Hz).4.39-4.46 <1H. m) t 
7.28-7.34(2H.m).7.78-7.84(2H,m). 8.18-8.24 > 
(2H,m).8.31 (1H.d.J=8.4Hz).8.42 (1H.s)* 
12.0K1H.S) 



Ex. 


R' 


R 2 


A 


R 9 


DATA 


23 


CF 3 


CN 


Me Me 




mp: 1 66-1 67 C. (AcOEt-Hex) 
NMR: i\ :1.41(6H,s),7.06-7.10(1H,m), 7.57- 
7.61 (1 H,m),7.84-7.87(1 H.m),8.07-8.14 (2H, 
m).8.23-8.30(2H,m), 10.29(1 H.s) 


24 


CF 3 


CN 


^•OMe 
^\ 




mp: 90-95 C(AcOEt-(i-Pr) 2 0-Hex) 

NMR: .) :3.19(3H,s),3.42-3.52(2H ) m), 4.09- 

4.17(1 H,m),7.23-7.28(2H,m),7.76-7.84 (3H, 

m),8.01-8.03(1H,m),8.07(1H,d,J=8.4Hz), 

8.51 (1 H,d.J=9.2H2), 10.81 (1 H.s) 
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| Ex. 


FT 


R ; ' ! A ! R 9 


DATA 


i 31 


CF, 


CN 


Ms Me 

^X_ 




mp: 117-1 18 r(AcOEt-Hex) 

NMR(CDCI 3 ,TMS interna! standard ) 

* :1 47(6H,s).5.84(1 K,s) f 7.22(2H,t.J=8.8Hz). 

779(1 H,d,J=8.8Hz)7.90-7.95(3H,m). 8.07 

(1H.s).9.20(1H.br) 


32 


CF 3 


CN 


Me Me 

„X^ 




mp: 109-1 10 C(AcOEt-Hex) 
NMR; o :1 .50(6H,s)7.89-7.92(2H,m),8.00- 
8. 15(4H,m), 8.28(1 H,d,J=2.0Hz),8.90(1 H,s),1 
0.33(1 H,s) 


33 


CF 3 


CN 


Me Me 


— <^^0CH 3 


mp: 124-125 C (AcOEt-Hex) 
NMR: :1.45(6H t s) l 3.76(3H l s),6.82(2H.d, 
J=8.8Hz)773-775(3H.m)7.89-7.92 (1 H,m). 
8.00(1 H,d,J=2.0Hz),9. 67 (1H,s), 10.83(1H.s) 



mi 



R 
NC 




" H 



0 



Ex. 


R : ; A 


R 9 


DATA 


25 


CF, 


Me Me 




mp: 207-208 ( 

NMR(CDCI 3 ,TMS internal standard ) 

* :1.77(6H,s),6.29(1H,s)7. 15-7.1 9(2H.m), 7.76 (1H, 

d,J=8. 3Hz) ; 7. 75-7. 83(2H.m), 7. 87-7. 90(1 H.m), 8.07 

(1H ! d.J=2.0Hz).10.67(1H.s) 


26 


CF, 


M e Mo. 


0CH„ 


mp: 124-125' {AcOEt-Hex) 

NMR: <■< ;1.57(6H.s) t 3.97(3H,s),7.05(1H.t, J=7.2Hz) ; 
7.20(1 H.d.J=8.4Hz) 7 49-7.54(1 H.m), 7.79(1 H.dd. 
J=2.0 ; 8. 4Hz). 8.07(1 H.d,J=8 4Hz).8.15(1 H.dd.J^2.0.8 
.4Hz) ! 8.31(1H.d.J=2.0Hz).8.55(1H f s).1 0.20(1 H.s) 


27 


CF, 


Me Me 

X... 


— <^>-CN 


mp: 256-258 C (MeOH-EtOH) 

NMR: o :1.54(6H.s),7.98(2H.m).8.03-8.15 (4H. m), 

8.29(1 H.d t J=2.0Hz) l 8.85(1H,s). 10.22(1 H.s) 


28 


CF 3 


Me Me 




mp: 222-225 C (AcOEt-Hex) 

NMR: * :i .55(6H,s)7.87(2H,d ,J=8.8Hz),8.06 (1 H f d, 
J=8.8Hz),8.13-8.15(3H,m) 1 8.30(1H ( dJ=2.0Hz), 8.83 
(1H,s).10.23(1H,s) 


29 


CN 


Me Me 

X 




mp: 198-1 99 C(EtOH) 

NMR: <S :1.52(6H,s) l 7.31(2H t t ( J=8.8Hz)7.98-8.04 

(3H,m),8.10(1H,dd,J=2.0 ( 8.6Hz),8.30(1H,d,J=2.0Hz), 

8.59(1H,s),10.15(1H,S) 


30 


CI 


Me Me 




mp: 227-230C (AcOEt-Hex) 

NMR: * :1 .51 (6H,s)7-31 (2H,t,J=8.9Hz)775(1 H, dd, 
J=2.6 t 87Hz)7.85(1H t d f J=8.7Hz) ) 8.00(2H,dd,J=5.4 ( 8 
.9Hz),8.06(1H.d.J=2.6Hz) t 8.55(1H,br), 10.00(1 H.br) 


34 


CF 3 


Me Me 


^> 


mp: 168-169 C (AcOEt-Hex) 

NMR: f> :1.54(8H,s)7.27-7.32(2H,m)7.52-7.58 

(1H,m)772-776(1H,m) f 8.08 (1H,d, J=8.4Hz), 8.16 

(1 H,dd,J=1 .6,8.4Hz),8.33(1 H,d f J=1 .6Hz) f 8.52(1 H.d.J 

=1.6Hz),10.22(1H,s) 
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Ex. | R' 


A i R s 


DATA 


35 




M c M c 

V. 


-F 


mp: 204-206 i I AcOEt-Hex) 

NMR; o :1.53(6H,s)7.38-7. 43(1 H,m)7. 50-7. 56 (1H, 
m)7.75-778(2H,m),8.04-8.15 (2H.m), 8.30(1 H.s). 
8.69(1H,s).10.22(1H.s) 


36 


CF 3 


Me Me 


N 


mp: 184-185 ( '(CHCI 3 ) 

NMR: * :1 .54(6H,s) J.5l-7.54(1H.m),8.05(1 H.d.J= 
8.8Hz), 8. 13-8.16(1 H.m).8. 24-8.27 (1 H.m),8.30(1 H, 
d.J=1.6Hz),8.72f1H.dd,J=1. 6.5.2Hz), 8.80(1 H,S). 
9.11(1H.d.J=1.6Hz), 10.22(1H.S) 


37 


CF 3 


Me Me 

x. 


N 


mp: 129-1 30 r((i-Pr),0) 

NMR: a :1.61(6H.s),7. 64-7. 62(1H,m),8. 00-8.01 (2H. 
m). 8.06(1H.d,J=9.2Hz).8.14-8.l6 (1H,m|. 8.31 
(1H.d : 

J=1. 6Hz). 8. 72(1 H,dJ=8.8Hz). 8. 83(1 H.s). 10.34(1 H.s) 


38 


CF 3 


Me Me 




mp: 173-1 74 <*(AcOEt-C s H fi ) 

NMR: * : 1 .58(6H,s),7.59-7.65(2H.m)7.98-8.06 (5H, 
m),8:i4-8.17(1H.m),8.32(1H,dJ=l.6Hz). 8.56 (1H,s), 
8.74(1H.s),10.26(1H.s) 


39 


CFj 


Me 

i 


-o 


mp: 220-221"* (AcOEt-Hex) 

NMR(CDCI 3 .TMS internal standard ) 

^ :1.26(3H.s).1. 79-1. 85(1 1H.m), 4. 68-4. 72(1H.m), 

5.98-6.00(1H,m)7.81-7.83(2H,m). 7.98-8.00 (1H,m), 

9.88-9.89(1 H ; m) 


40 


CF, 


Me 




mp: 206-207 ( (AcOEt-Hex) 
NMR (CDCI3TMS internal standard): * :l.61(3H,d. 
J=8.6Hz). 4. 93-4.97(1 Km). 6. 82-6.84(1 Km). 7.16- 
7.19(2H.m).7.76(1H.d.J=8.5Hz)7.84-7.87 (2H.m). 
7.97(1H.d. J=8.5Hz).8.02 (1 H.si.9.88( 1 H.si 


41 


CF, 


M e (•/ s 


— ,;^V-f 


mp. 166-167' (AcOEt Hex) 

NMR. 1.53(6H.s)7.18-7.23(1H.m)7.347.40 (1H. 
m). 779-7. 85MH.m) t 8.08MH.d. J=8.8Hz). 8.16 (1H. 
dd,J=1.6.8.8Hz).8.32(1H.d.J=1.6Hzj.8.55(1H.d.J=1 .6 
Hz).10.22(1H,s) 


42 


CF n 


Me Me 

v 




mp: 1 82-1 83 ( (AcOEt-Hex) 

NMR: 0 :1.52(6Ks),7.14-7.20(2Km)7. 48-7.56 (1H, 
m), 8.10(1H,dJ=8.8Hz),8.17(1H.dd, J = 1.6, 8.8Hz), 
8.33(1 H f d.J = 1.6Hz).9. 10 (1 H.s), 10.20(1 H,s) 


43 
44 


CF 3 


Me Me 


CI ^ 


mp: 214-215'C(AcOEt-Hex) 
NMR: .\ :1 .51 (6H f s),7.55(1 H,dd,J=1 .6Hz, 8.0Hz), 
7.66-7.69(2H,m) i 8.08(1H I d,J=8.4Hz), 8.18-8.21 (1H, 
m), 8.35-8.36(1H,m),8.87(1H.s). 10.28(1H.s) 


CF 3 


Me Me 


^jHDCOCHj 


mp: 171 -172 V. (AcOEt-Hex) 

NMR: 6 :1 .49(6H,s),2.01 (3H f s),7. 1 6-7.1 8(1 Km), 

7.34-7.38(1 H,m)7.5l-7. 55(1 H ( m)7.85(1H,ddJ= 

1.6,7.2Hz) t 8.18(1 H,d.J=8.8Hz),8.1 8(1 H,dd,J=1. 6,8.8 

Hz),8.33{1H,dJ=1.6Hz).8.61MH.s),10.17(1H.s) 


45 


CF 3 


Me Me 




mp: 207-208C (AcOEt-Hex) 

NMR: (S :i .51 (6H.s).7.65-7.69(1 H,m),7.76-7.80 (2H, 
m)7.87-7.89(1H,m) r 8.08-8.10(1H,m) t 8.18-8.20 (1H, 
m),8.38(1Ks).8.93(1Ks), 10.30(1H,s) 


46 


CF 3 


Me Me 




mp: 21 5-21 6C (AcOEt-Hex) 

NMR: ft :1.58(6H,s)7.467.60(3H,m),7.85 (1Kd, 

J=6.8Hz)7.97-8.13(4H,m),8.24-8.26 (1 Km), 8. 39 
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Ex. ! R'' i A 


R 9 DATA : 


j j 




(1H.s).8.86(1H.sj.10.42(1H.s) ! 


47 


CF 3 


Me Me 




mp. 1 95-1 96 < (AcOEt-Hex) | 
NMR: * :1 .52(6H.S)7.35-7.40(1 H.m),7. 45-7.49 (1 H, 
m), 7.61-7.66(2H.m).B.0B(1H.d. J=8.8Hz), 8.21(1H, 
dd,J=2.4, 8.8Hz).8. 38(1 H, dJ=2.4Hz), 8.81 (1H,s),10.2 
7(1H.s) 


48 


cf 3 ; 


Me Me 

v 




mp: 180-182 "C (AcOEt-Hex) 

NMR: a :1. 52(6H.s)7. 40-7.51 (3H,m).7. 61-7.65 (1H, 
m) ! 8.05-8.24(2H.m).8.37(1 H.br),8.83 (1 H.brj, 10.28 
(1H.s) 


49 


CF 3 | 


M c Me 

>^ 




mp: 203-204 ( :{AcOEt-Hex) 

NMR: .'. :1.54(6H.s),7. 46-7. 50(2H,m)7. 53-7. 57 (1H, 
m). 7.93-7. 95(2H.m). 8. 05(1 H,d, J=8.4Hz). 8.14 
(1 H.dd.J=1. 6,8.4Hz), 8. 31 (1H.dJ= 1.6Hz). 8.86(1 H.sj ; 
10.20dH,s) 


50 


CF, 


Me Me 




mp: 106-107 ("(AcOEt-Hex) 

NMR: a :1. 51 (6H.s),6.63-6.66(1H.m),7. 18-7.20 (1H. 
m)7.86-7.88(1H,m),8.05 (1H,d, J=8.4Hz), 8.13-8.17 
(1 H. m). 8.30(1 H. d ; J=2.0Hz). 8. 38(1 H.s). 1 0.25(1 H,s) 


51 


CF 3 


Me Me 

v.. 


|! !| 
•" N '" 

Me 


mp: 1 45-146 C(AcOEt-Hex) 
NMR: :1.48(6H,s),372(3H,s),6.04(1H.dd,J = 2.4, 
4.0Hz).6.89-6. 92(1 H, m) ( 6. 98-7.01 (1H.m),7. 97 (1H, 
s) : 8.05(1H t dJ=8.8Hz).8.15-8.19(1H.m), B.33(1H.d, 
J = 1.6Hz).10.17(1H,s) 


52 


CN 


^OAc 

j 




mp: 209-210 C(AcOEt-MeOH) 

NMR: ^ :2.01(3H.s),4.34-4.46(2H,m).4.83-4.90 (1H. 
m) : 7.30-7.37(2H.m)7.96-8.06(3H ! m). 8.09(1 H.d. 
J=8.8Hz}. 8.301 1H.d,J = 2.4Hz). 8. 97(1 H.d.J=7 GHz). 10 
.98(1H.s) 


53 


CF, 


M e M c 

V' 




mp: 125-127 i (AcOEt-Hex) 

NMR. :1,52(6H.s)7. 16-7.20(1 H.m)7-76-779 (1H, 
m).7.95-7.98(1H.m).8.05(1H.d.J=8.8Hz). 8. 13-8.18 
(1H.m).8.30(1H.d.J = 2.0Hz),8.54(lH.s).10.23(1H.s) 


54 


CF, 


Me Me 

x.. 




mp: 198-199 ( (AcOEt-Hex) 

NMR: .> :1.51(6H,s),2.27(3H,s)7.21-7.29(2H,m). 
7.32-7.37(1 H.m),7.54-7. 58(1 H, m),8. 07(1 H,d, J=8.8 
Hz) f 8.1 9(1 H,dd,J=2.0,8.8Hz),8. 38(1 H,d,J=2.0Hz). 8.5 
3(1H,s),10.25(1H,s) 


55 


CN 


Me Me 




mp: 1 75-1 76T (AcOEt-Hex) 

NMR: is :1.52(6H,s)7.27-7.33(2H,m)7.527.58 (1H, 
m),7.72-7.77(1H,m).8.05(1H ( d l J=8.4Hz), 8.13 (1H, 
dd,J=2.0,8. 4Hz),8. 34(1 H t d,J=2.0Hz), 8.51-8.55 (1H, 
m),1 0.20(1 H ? s) 


56 


CN 


Me Me 




mp: 139-141C(AcOEt-Hex) 

NMR: 6 :1.51(6H,s),7. 14-7.21 (2H,m),7.48-7.57 (1H, 
m),8.07(1 H,d,J=8.8Hz),8. 12(1 H,dd,J=2.0,8.8Hz),8.35 
(1H,dJ=2,0Hz),9.11(1H,s) t 1 0.16(1 H,s) 


57 


CF 3 


Me Me 




mp: 221-223C(AcOEt-Hex) 

NMR: 'h :1.56(6H,s) l 7.43-7.50(2H,m) I 7. 95-8.08 (3H, 
m),8.15-8.19(1H,m),8.30-8.34(2H f m),8.86 (1H,s), 
10.29(1H,s) 
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|Ex. 


R' 


i A 


R ? i DATA 


|. 58 


CF 3 


I r _- 0 M e 

X. 




imp: 195-1 96 nAcOEt-MeOH) 
NMR: * :3.31(3H.s).3.73(2H,dJ=4.4Hz).4.78-4.85 
(1H.m). 7.28-7. 35(2H.m). 7.54-7.61 (1 Km). 7.66-7. 71 
(lH,m),8.02-8.06(1H.m).8.12(1H,d.J=8.8Hz). 8.31 
(1H,d.J=2.4H2).8.55-8.66(1H.m).1 1.01 (1H.s) 


59 . 


CF 3 


^OMe 




mp: 187-1 88 < ' (AcOEt-Hexj 

NMR: n :3.32(3H.s) r 3.70-3.79(2H,m).4.77-4.84 (1H, 
m),7.29-7.36(2H,m), 7.97-8. 14(4H,m), 8.32 (1H.d. J= 
2.0Hz).8.83(1H.d.J=6.8Hz). 10.99(1 H.s) 


60 


CF 3 


Me Me 


rV 


mp: 164-165 C(AcOEt-Hex) 

NMR: <x1.53(6H.s)7.28-7.34(1H.m)7. 50-7.64 (2H. 
m). 8.09(1 H,d f J=8.4Hz). 8.1 7(1 H,dd,J = 1.6. 8.4Hz). 8. 34 
(1H.d.J = 1.6Hz).8.74(1 H f s). 10.24(1 H.s) 


61 


CF 3 


Me Me 


XT 

" - ' F 


mp: 208-209 V(AcOEt-Hex) 

NMR: <*> :1.53(6H.s)7.53-7.61<1H ( m)778-7.84 (1H : 
m).8.01-8.08(2H,m) t 8.12-8.15(lH.m), 8.29 (1H.d, 
J=1 .6 Hz). 8.70(1H t s).10.21(1H.si 


62 

i 

! 


CF, 


Me Me 

v 


F - 

X n 


mp: 161-1 62 C(AcOEt-Hex) 

NMR: - :1.52(6H.s),7.33-7.45(2H.m),7.59-7.65 (1H. 
m),8.08(1H.d.J=8.8Hz).8.1 5(1 H.dd.J=1. 6. 8.8Hz). 8.33 
(1H.d.J=1.6Hz).87l(1 H.s). 10.24(1 H.s) 


| 63 

i 
I 
i 


CF n j Me Me 

i 

! 
I 


Me 
Me 


mp: 143-144('{(i-Pr) 2 0) 

NMR: x1 .1 1 (9H.s),1 ,42(6H.s),7.39(1 H,s). 8.04-8.1 1 
(2H,m).8.30-8.33(1H.m). 9.00(1 H.s) 


! 64 

I 

i 
i 

i 


CN ! M e ^ M e 

! J 

s 


r.. , [ . F 

i ii 


MS FAB (m/z);383((M+in 

NMR: :0.97(6H.d.J=6.6Hz).-2.05-2.19(1H.mj,4.51 
(1H.U = 8.3HZ). 7. 15(2H.U = 7.9Hz). 7.46-7.581 1H, m). 
8.01(1H.dd.J=l.9 ! 8.5Hz).8.09(1H.d.J=8.5Hz|.8.33H 
H.d.J=l.9Hz).9.l5(1H.d.J = 8.3Hz).11.()3(1H.brj 


65 


CF, 


Me Me 


x' 


mp: 204 205' < 

NMR: :1.54(6H.s). 7.67-7.71 (1H.m). 7.80-7.84 
(1H, m). 7.92(1H.d,J=7.6Hz). 7.99(1H.d. J=7.6Hz), 
8.07 (1H.d.J=8.8Hz). 8.19(1H.dd. J= 1.6.8.8Hz). 8.31 
(1H.d,J=t.6Hz). 8.95(1H.s). 10.27(1H,s) 


66 


CF 3 


Me Me 




mp: 215-217C 

NMR: i-i :1.42(6H t s).5.02(2H,s)7.28-7.36 (4H ; m), 
7.69(1 H,s), 8.07(1 H ( d.J=8.2Hz).8.20(1H,d,J=8.2Hz), 
8.33(1H.s).10.32(1H.s) 


67 


CF 3 


Me. Me 




mp: 205-206 C 

NMR: ^:1.57(6H t s),6.91-6.94(2H,m) l 7.40-7.44(1H, 
m). 7.99(1 H,ddJ=1.6.8.0Hz).8.06 (1H.d, J=8.4Hz). 
8.15(1 H f dd.J=2.0,8.4Hz), 8.30(1 H,d, J=2.0Hz), 
8.86(1 H,s),10.27(1H,s), 1 1.88(1 H,s) 


68 


CF 3 


Me Me 




mp: 188-189'C 

NMR: a :1 .66(6H,s)773-777(2H,m),8.06 (1 H.d. 
J=8.8Hz).8. 1 7(1 H,dd ,J=2.0,8.4Hz). 8.24(1 H.dd. J=1 .6, 
8.4Hz).8.31(1H,d,J = 1.6Hz).8.49(1H,ddJ = 1. 6,7.2Hz), 
8.29(1H,dd f J=1.6,8.4Hz),9.15(1H,m),10.37(1H.s) ( 11. 
46(1 H.s) 


69 


CF 3 


Me Me 


H 


mp: 1 22-123 C(AcOEt-Hex) 

NMR: A :1.49(6H,s),6.08-6.12(1H,m),6.85-6.88 

(1H,m),6.93-6.97(1H,m).8.01-8.06(2H,m) ( 8.13-8 l 17 

(1H,m),8.30-8.34(1 H,m), 10.21 (1 H.s) t 1 1.40-1 1.46 
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Ex. ; Fr ! A 


Ft 6 I DATA 


! 1 


I (1H.br) 


70 


CF n i Me^Mc 

i ■ 
I 

! 


. 

,i ^ J 

Me Me 


MS FAB im/z):41B[{M+H)-] 

NMR: * il^KeH.sJ.l^feH.sJJ.IS-T.aaiSKm), 

7.45(1 H.s),8.05-8.14(2H.m),8.24-8.26(1H.m). 9.89 

(1H,s) 


71 


CF, 


! fv! e Me 

x 


Xr 


mp: 1 94-195 C(AcOEt-Hex) 

NMR: * :1 .52(6H.s),7.28-7.39(2H.m) t 7. 45-7.52 (1 H, 
m),8.09(1H,dJ=8.4Hz).8.16-8.20(1H,m), 8.33 (1H.d s 
J = 1. 6Hz).9. 13(1 H.s), 10.1 5(1 H,s) 


72 


CF 3 


Me Me 

X 


XX' 


mp: 182-1 84V (AcOEt-Hex) 

NMR: * :1 .53(6H.s),7.42(1 H,dd.J=2.4,8.0Hz). 7.54- 
7.58(1 H, m),7. 78(1 H,t.J=8.0Hz).8.08(1 H,d. J=8.4Hz), 
8. 15-8.1 8(1 H,m). 8.33-8. 35(1 H.m),8.62-8. 65(1 H.m). 
T0.27MH.S) 


73 


CF 3 


Me Me 

X. 


c\^ < r-- — f 

L 'J 


mp: 166-1 69 C (AcOEt-Hex) 

NMR: o :1 .51 (6H.s), 7.30-7.37(1 H.m), 7. 52(1 H.dd. 

J=2.4.8.4Hz),7.72(1H.dd l J=6.4.8.4Hz),8.09(1H 1 d.J=8 

.8Hz), 8.18-8.22(1 H,m). 8.34-8. 37(1 H,m),8.45 (1 H.s), 

10.28(1H,s) 


74 


CF 3 


Me Me 

,X... 


Jo. Jl ... 

^ CI 


mp: 187-188 C (AcOEt-Hex) 

NMR: i\ :1.53(6H,s),7.54(1H,tJ=9.2Hz) 1 7.90-7.95 

(1H,m),8.05(1H,d,J=8.4Hz).8.1 1-8. 16(1 H.m), 8.25 

(1H,dd,J=2.0,7.2Hz), 8.28-8. 30(1 H,m),8. 76 (1H.s). 

10.22MH,s) 


75 


CF 3 


Me Me 

x 


Vr 

F 


mp: 197- 199 ( (AcOEt-Hex) 

NMR; :1.5U6H l s) t 7.27-7.34(2H,m).8.10(1H.d. J= 
8.4Hz).8. 15-8.20(1 H.m). 8.3 1-8.3311 H.m) ,9. 12(1 H.s). 
10.22(1H.s| 


76 


CF, 


V 


/ 


mp. 222-223 ( (AcOEt-Hex) 

NMR: .-■ .1.42(6H ! s).7.24-7.28(3H,m).7.35-7.40 (3H. 
m).7.44-7.56(2H.m),7.75-7.79(1H,m). 8.07 (1H.d. 
J=8.8Hz),8.13-8.16(1H.m) ; 8.32-8.34 (1H.m). 8.65 
(1H.s).10.22(1H.s) 


77 


CF 3 


Me Mo 

,X.. 


-CK3 


mp: 197-1 98 C (AcOEt-Hex) 

NMR: a :1.55(6H,s),7.39-7. 44(1 H ( m),7. 47-7. 53 (2H. 
m),7.72-7.81(4H,m),8.02-8.08(3H.m) t 8.14-8.18 (1H. 
m).8.31-8.33(1H.m).8.63(1 H.s). 10.22 (1H,s) 


78 


CF 3 


Me Me 

,x.. 




MS FAB (m/z):400[(M+H) -] 

NMR: :1.56(6H,s),7.t5(1H ( d,J=5.6Hz),7.69-7.73 

(1H,m),7.82(1H,dd t J=4.5 i 5.6Hz) f 8.07(1H,d.J=8.5Hz), 
8.09(1 H,br),8.1 3(1 H,d,J=1.9 ( 8.5Hz),8. 28(1 H,d.J = 1. 9 
Hz),10.24(1H,br) 


79 


CF 3 


Me Me 

X 




mp: 1 97-1 99C (AcOEt-Hex) 

NMR: k :1.54(6H,s) ( 7.84-7.87(2H,m),8.06(1H l d I J= 
8.8 Hz) l 8.12-8.16(1H I m) I 8.30(1H,d i J=2.4Hz). 8.73- 
8.76(2H, m), 8. 87(1 H, s), 10.29(1 H,s) 


80 


CF 3 


Me Me 




mp: 106-108 C (AcOEt-Hex) 

NMR: »S :1.6l(6H,s),8.07(1H,d,J=8.4Hz),8.13-8.17 
(1H ( m) ( 8.30(1H,d,J=1.6Hz) I 8.79-8.82(1H ) m) ) 8.90- 
8.93(2H,m),9.15-9.17(1 H.m), 10.32(1 H,s) 


81 


CF 3 


Me Me 




mp: 170-171 C(AcOEt-Hex) 

NMR: 6 :1.65(6H,s),7.80-7.91(2H t m) r 8.06(1H,d t J= 
8.8Hz),8.13-8.20(2H t m),8.26-8.32(2H t m) l 8.53 (1H, 
S),8.96(1H ( s),9.45(1H.s),10.38(1H,s) 
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Ex. ! R : | A | R s . ! DATA 


82 


CF, 


Me Ms 

x 


H 


imp: 172-173 i'(AcOEt-Hex) 

NMR: a :1.57(6H.s).6. 75-6.78(1 Km). 7. 14-7. 19 (1H. 
m). 7.40-7.44(1 H.m)/7.57(lH,d.J=8.0Hz). 7.64 (1H.d, 
J=8.0Hz).8.06(1H,d.J=8.8Hz),8.13-8.17 (IH.mj.8.30- 
8.33(2H.m).10.22(1H.s).1 1.28{1H.br) 


83 


CF 3 


Me Me 

x. 


— CHp-^y-F 


MS El <nrvz):423(M') 

NMR: o :1.47(6H.s),4.53(2H ! s).6.94-7.00(2H.m) ! 
7.04-7.1 1 (2H.m).8.08(1 H,d, J=8.4Hz),8. 1 7-8.22 (1 H. 
mj.8.27-8.30MH,m) f 8.32(1H.s). 10.21 (1H,s) 


84 


CF 3 


Me Me 




mp: 289-290 1 * (AcOEt-MeOH) 

NMR: r- :1 .72(6H.s),5.61 (1 H,d.J=9.2Hz).7.58 (1 H.d, 
J=9.2Hz).8.13-8.20(2H,m).8.27-8.34(2H.m) ; 10.37- 
10.44(1H.m).10.49(1H.br) 


85 


CF 3 


Me Me 

X 


"N* 
H 


mp: 147-149 < "(AcOEt-Hex) 

NMR: m :1.56(6H.s).7.02-7.07(1H.m). 7. 16-7.21 (1H. 
m). 7. 32-7.36(1H.m), 7. 37-7. 42(1 H,m), 7.62-7.66 (1H. 
m).8.05(1H.d,J=9.2Hz).8.1 4-8. 19(1 H f m). 8.30-8.33 
(1 KmJ^.SSf 1 Ks). 1 0.29 (1 H.s). 11 .55(1 H.br) 


86 


CF, 


M e M e 


^ . S Me 


mp: 100-1 02 '/(AcOEt-Hex) 
NMR: * :1 .50(6H,s).2.45(3H,s).6.85-6.88(1 H,m), 
7.76(1 H,d,J = 4.0Hz),8.03-8.07(1H.m),8. 13-8. 17 (1H. 
m),8. 29-8. 32(1 H,m).8. 41 (1H t s).1 0.22(1 H.s) 


87 


CF n 


Me Me 


H 


mp: 231-232C(AcOEt-Hex) 

NMR: n :1.55(6H f s),7.02-7.08(1H,m),7. 32-7.34 (1H, 
m).7.36-7.45(2H,m).8.05(1H.d.J=8.4Hz).8.16 (1H.dd, 
J=2.0.8.4Hz),8.31(1H f d.J=2.0Hz).8.59(1 H.s). 10.28(1 
H.S).11.66MH.sj 


88 


CF ; 






MS FAB im.'zi.438[(M+H;r| 

NMR: .. .2.01(3H.S|. 4.34-4. 48(2H.m). 4. 87-4.96 (1H. 
m). 7.27-7. 37(2H.m),7 43-7.68(1 H.mj. 7.65-7. 79(1 H. 
m).8.05(1H.dd.J=2.1.9.0Hz). 8.14 (1H.d.J=9.0Hz), 
8.30MH.d.J = 2.1Hz).8.74-8.82(1H.m). 1 1 .04(1 H.br) 


89 


CF, 


. 0 H 

i 

.-"*'"' ~~~~ ■ 




mp: 1 81 - 1 82 i (AcOEt-MeOH) 
NMR: a :3.80-3.85(2H,m) ! 4.63-4.68(1H,m).5.18- 
5.24(1 H.m) J 7.29-7.37(2H,m).7.55-7.62(1H.m) 1 7.72- 
7.77(1 H,m), 8.02-8. 06(1 H. m), 8.12(1 H,d, J=8.8Hz), 
8.33-8:38(2H.m). 10.92(1 H.s) 


90 


CF 3 


Me Me 




mp: 1 79 i 

NMR: <> :1 .52(6H.s),3.B1 (3H,s) f 7.00(2H.d, J=8.7Hz), 
7.91 (2H.d.J=8.7Hz).8.04(1 H t d.J=8.7Hz) t 8.02-8.05 
(1H.rn),8.29-8. 31 (1H,m), 8.38(1 H f br), 10.16(1 H.br) 


91 


CF 3 


Me Me 

X< 




mp: 182-183 c: (AcOEt) 

NMR: 6 :1.52(6H,s),7.7p(2H,d,J=8.4Hz),7.89(2H, d, 
J=8.4Hz),8.05(1H,d,J=8.4Hz),8.1 1-8.1 6(1 H,m). 8.28- 
8.30(1 H.m),8.65(1H,br), 10. 19(1 H.br) 


92 


CF 3 


Me Me 

x 




mp: 173 C* (AcOEt) 

NMR: * :1.52(6H,s),7.56(2H,d,J=8.4Hz),7.96(2H : d, 
J=8.4Hz).8.05(lH,d,J=8.7Hz) : 8. 12-8.1 6(1 H,m), 8.29- 
o.ol( 1 n,m),o.bb(1 n,Dr),10.19(1 H,br) 


93 


CF 3 


Me Me 

X 




mp;223C 

NMR: o :1.50(6H.s),7.60(1H,d l J=8.1Hz).7.68(1H l d. 
J=1 .8,8.1 Hz),7.81 (1 H ( d ,J=1 .8Hz),8.08(1 H,d,J=9.0Hz 
),8.1 7-8.22(1 H,m),8.35-8.36(1 H,m),B.B7 (1H.br), 
1 0.28(1 H,br) 
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r- , 

ex. 


R 


A i R 9 ! DATA 


94 


CF, 


M c M c 

x. 


Br 


mp. 199 ( IAcOEt-(Et),0) 

NMR: <> :1.51(6H,s).7.35-7.41(lH.m).7. 62-7.66 (1H. 
m),7.68-7.73(1 H.m).8.08(1 H,d.J=8.4Hz).8. 1 8-8.22 
(1 H. m). 8. 37-8.39(1 H,m). 8.831 1H.br). 10.28 (1H.br) 


95 


CF 3 


M c Me 

V 




MS FAB (m/z):392[(M+H)] 

NMR: a :1.50(6H,s),6.80(2H.d.J=8.7Hz).7.80(2H. d. 
J=8.7Hz),8.04(1H,d,J=9.0Hz) : 8.11-8.16(1H.m). 8.26 
(1 H.br).8.30-8.32(1 H.m).9.99(1 H.br). 10.15(1H.br) 


H8 


Ex. 


R' 


A 


R 8 


DATA 


96 


CF 3 


Me Me 

x. 


O-Benzyl 


MS FAB (m/z):500[(M+H)*J 

NMR(CDCI 3 ,TMS internal standard): :1 .85 (6H.s), 4.60 
(2H.br),6.78(2H.d.J=7.4Hz).6.88(2H,t.J=8.8Hz).7.08-7.33 
(3H,m).7. 74-7.81 (3H,m), 7.93(1 H.dd,J= 2.2. 8.4 Hz). 8.09 
(1H,d,J=2.2Hz),10.05(1H.S) 


97 


CF 3 


Me Me 

X. 


OH 


mp: 211-213T 

NMR(GDC! 3 +DMSO-d fi ,TMS interna! standard) 

o :1.67(6H,s),7.05-7.10(2H.m).7.74(1H,d. J=8.5Hz),7.84- 

7. 89(2H,m). 7.95(1 H.d, J=1 ,8Hz).8.10(1H.dd. J=1 ,8.8.4Hz), 

9.17(1H : S).9.23I1H.S) 




Ex. 


R' 


R z 


Y 


R 8 


DATA 


98 


3-CF, 


4-CN 


0 

-v- 

H 




mp: 144-1 46 C(AcOEt) 

NMR: b :1.40(6H,s),6.69(2H,s),6.80-6.63 (1H, 
m).7.01 (1 H.d.J^HzJJ.SS-^opH.m), 7.45- 
7. 49(2H.m), 7.65(1 H.d,J=8.4Hz) t 8.54(1 H,br) 


99 


CF , 


4-CN 


C=S 




mp: 194-196C 

NMR: 6 :1.70(6H,s) l 7.40-7.52(3H,m) f 7.84- 
7.87(2H,m), 8.06-8.08(2H,m),8.24(1 H,s), 
10.02(1H,s),10.20(1H,s) 


100 


3-CI 


5-CI 


c=o 




mp: 229-230 C(AcOEt-Hex) 

NMR: * :1.50(6H.s),7.23(1H I t.J=1.3Hz). 7.31 

(2H,t I J=6.8H2) l 7.73(1H,dJ = 1.3Hz),7.98-8.04 

(2H t m),8.51(1H.s),9.73(1H,s) 


101 


3-CF 3 


5-CF3 


c=o 




mp: 240-241 C(AcOEt-Hex) 

NMR: f> :1.53(6H,s) l 7.32(2H,t,J=6.6H2), 7.71 

(1H ( s) l 8.02(2H,dd ( J=3.9,6.6Hz),8.37(2H,s) ( 8.5 

9(1H,s),10.10(1H,s) 
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Ex. 


R' 


R 2 ! Y i R* 


DATA 


102 


2-CF, 


4-CN 


c=o 




MS FAB im/2j:394[(M*H)'] 

NMR: r. ;i .52(6H.s).7.32(2H.t.J=9.0Hz) t 7.95- 

8.03(3H.m).8.1 3-8. 19(1 H.m). 8. 24-8.28(1 H,m) f 

8.74f1H.br).9.16(lH.br» 



Ex. 


R ; 


A 


Y 


R s ' i DATA 


103 

I 


CF, 




S0 2 




mp: 145-1 46 < '(AcOEt-Hex) 

NMR: a :2.57(2H t U=6.8Hz).3.04-3.10 

(2H. m).7.40-7.45(2H.m).7.84-7.88 (3H.m), 

7.92 (iH.dd,J=2. 0.8. 6Hz). 8.09(1 H.d. 

J=8.6Hz) : 8.24(1H ( d.J=2.0Hz).10.72MH,s) 


104 


CF, 


M e 






mp: 163-164 (.'(AcOEt-Hex) 
NMR: r. :1.02(3H.d.J=6.4Hz),2.46(2H.d : 
J=6.8Hz), 3. 64-3.71 (1 H.m), 7.29-7. 33<2H,m), 
7.80-7.91 (5H, m). 8. 16(1 H.s), 10.60(1H.s) 


105 


CF, 


Me Me 


c=o 


-Qr f 


mp: 180-181 ( (AcOEt-Hex) 
NMR: * ;1 .27(6H, s ),4.03(2H.d.J=7.0Hz). 
7.24-7.31 (2H.m),7.82-7.88(2H,m) f 8.09 
(1H.d,J=8.6Hz), 8. 13-8.1 8(1 H,m), 8.32- 
8.35(1 H.m). 8. 42-8. 48 (1 H.m). 1 0.02(1 H.s) 


106 

j 


Qf^ \ Me Mc 

1 i V 
i 


so. 




mp: 161 -162 < (AcOEt-Hex) 

NMR: :1.19(6H. ).3.02(2H.d.J=G.7Hz). 

7.3G-7.43(2H.m).7.76-7.88(3H.rn).8.06-8.13 

f2H. m). 8. 28-8,31 (1 H.m). 9.91 (1H,s) 


107 


CF, 


M o Me 

V 


c=o 


c „ - . * „ F 

' 1, 'J 


mp: 1 91 -192 ( (AcOEt-Hex) 
NMR: - :1.27(6H.s).3.60(2H.d.J=6.4Hz) ! 
7.10-7.16 (2H,m).7. 44-7. 53(1 H.m). 8.08 
(1H,d,J=8.8Hz). 8.15-8.19(1H,m),8.35- 
8.38(1 H,m).8. 72-8.77 (IH.m). 10.04(1H.s) 


108 


CF, 


Me Me 
Me Me 


c=o 




MS FAB (m/z):436[(M+H)*) 
NMR( CDCI 3l TMS internal standard): 
<- :1.48 (6H.S). 1.61 (6H,s), 7.11(2H,U= 
8.7Hz).7.77-7.86(3H,m),7.93-8.05 (4H.m) 


NC 


Ex. 


R' 


A 


Y 


R 9 


DATA 


109 


CF 3 




C=0 




mp: 236-238 C (AcOEt-Hex) 
NMR: A :1 .80-2.02(2H,m),2.28-2.38 (2H, 
m),2.60-2.74(2H,m),7.30-7.37 (2H,m), 
8.01-8. 08(3H,m),8.12-8. 16 (1H,m),8.30- 
8.32(1H,m),9.02(1H,s) t 10.18(1H,s) 
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Fx. 


FT ! A ! Y 


R ;! I DATA j 


110 


CF, 




so. 




mp: 169-1 70 <' {AcOEt-Hex) 

NMR: - :i.53-1.80(2H,m) f 2.04-2.16 (2H, 

m).2.37-2.46(2H,m),7.23-7.32 (2H,mj. 

7.73-7. 80(2H.m) ( 7.98-8. 15 (3H.m),8.41 

(1H,s).10.24(1H.s) 


111 


CF 3 




c=o 




mp: 205-207 ( (AcOEt-Hex) 
NMR: <■ :1.79-2.05(2H ( m).2.22-2.31 (2H, 
m),2.67-2.76(2H ( m) ! 7.16-7.23(2H ) m). 
7.50-7.59(1 H, m). 8.09-8. 16(2H.m). 8.33- 
8.36(1 H.m).9.46(1H.s), 10.23 (1H.S) 


112 


CF 3 


\ / 


SO a 




mp: 211 -213v (AcOEt-Hex) 
NMR: :1. 02-1. 05(2H f m),1 .30-1.33 (2H, 
m).7.30-7.35(2H.m) t 7.82-7.86(2H.m). 7.96 
(1H.dd.J = 1. 6.8. 4Hz), 8.07(1 H,d,J=8.4Hz).8 
.1 2(1 H.d.J = 1.6Hz).8. 45(1 H.s). 10.2411 H.s) 


113 


CF 3 


\ / 


C=0 




mp: 284-286 1 (AcOEt-Hex) 

NMR: ^ :1.19-1.22(2H,m) ! 1.53-1.56 (2H, 

m),7.31-7.37(2H,m).8.00-8.05(2H.m). 8.08 

(1H.d.J=8.8Hz).8.20(1H,dd.J=2.0,8.8Hz),8 

.32(1 H,d,J=2.0Hz),9.03(1 H.s). 10.25(1 H,s) 


114 


CF 3 


r\ 


S0 2 


-rj- 


mp: 177-1 78 C (AcOEt-Hex) 
NMR: r. : 1 .49-1 .63(4H,m),1 .84-1 .90 (2H, 
m),2.06-2.12(2H l m) f 7.23-7.28(2H t m) ! 7.78 
-7.82(2H.m),7.97-8.09(4H t m) f 10.1 1 (1 H.s) 


115 

i 
t 

i 


CF 3 




C=0 




mp: 235-236 <" (AcOEt-Hex) 
NMR: r. :1.62-1.81(4H.m),1.99-2.05(2H, 
m).2.26-2.33(2H.m),7.28-7.34(2H.m). 7.99 
-8.05{3H.m).8. 12(1 H.dd.J=1 .6.8.8Hz). 8.29 
(1H ! d.J=l.6Hz).8.62(1H.s) ! 10.23 (1H.s) 


116 


CF 3 


\ i 
I ! 


SO, 




mp; 188-189 t (AcOEt-Hex) 

NMR: ;1. 22-1. 54(6H.s), 1.84-1. 88 (4H. 

m).7.19-7.24(2H.m). 7.72(1 H.s), 7. 78-7. 81 

(2H ! m). 7. 95(1 H.ddJ=1 .6.8.8Hz), 8. 04-8. 08 

(2H.m).9.9H1H.s) 


117 


CF 3 


r' "i 


c=o 




mp: 241-242( '(AcOEt-Hex) 

NMR: i) :1.31-1.42(1H.m),1.45-1.68 (5H. 

m},1 .93-2.00(2H,m),2.04-2.1 1 (2H,m). 7.28 

-7.33(2H,m),7.93-8.13(5H,m),8.29 (1H,d, 

J=2.0Hz).10.12(1H ( s) 


118 


CN 




c=o 


-0~ f 


mp: 294-295 C(AcOEt) 

NMR: i\ :1.18-1.22(2H,m).1.52-1.55 (2H, 

m),7.30-7.36(2H,m),8.00-8.06 (3H,m), 

8. 16-8.19(1 H,m) i B.33(1 H,d, J=1 .6Hz), 

9.04(1H,s),10.21(1H,s) 


119 


CN 




so 2 




mp; 171-1 72 i "(AcOEt-Hex) 

NMR: rS ;0.98-i .02(2H,m),1 .28-1 .32 (2H, 

m),7.33-7.39(2H,m) t 7.80-7.86 (2H,m), 

7.96(1 H,dd,J=2.0 f 8.4Hz),8.04(1H,d,J=8.4 

Hz) l 8.17(1H,d l J=2.0Hz),8.48(1H ( s),10.23( 

1H,s) 


120 


CN 


Q 


so 2 




mp: 214-21 5 C (AcOEt-Hex) 
NMR: A :1 .47-1 .63(4H,m),1 .80-1 .89 (2H, 
m).2.02-2.12(2H,m),7.28-7.34 (2H f m), 
7.78-7.84(2H,m),7.93-7.97 (1H,m) t 8.02- 
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Ex. ! R' 


A i Y 


R s 


DATA 




! — 








8.06(2H l m).8.16(lH.d : J=2.0Hz). 
10.12I1H.S) 


121 


CN 


/ i 


c=o 




Imp: 134-1 35 HAcOEt-Hex) 

NMR: * : 1.60-1. 81 (4H,m), 1.96-2.07 (2H, 

m).2.22-2.34(2H,m),7.28-7.34(2H, m). 

7.98-8.05(3H ! m),8.07-8.1 1 (1 H.rnj. 8.29 

(1H.dJ=2.0Hz).8.62(1H.s).10.19(1H.s) 


122 


CF 3 


,0.. 

1 . j 


c=o 




mp. 246-247 c (AcOEt) 

NMR: * ;2.02-2.10(2H,m),2. 15-2.24 (2H. 

m) f 3.70-3.77(4H ; m),7.30-7.36 (2H,m), 

7.98-8. 15(4H,m),8.28-8. 30 (IH.m). 8.43 

(1H.s).10.23(1H.s) 


130 


CF 3 




c=o 




(A) MS FAB(m/z):432((M-H) ] 
NMR: <V1.30-1.70(4H, m) ( 1.90-2.00 
(4H. m), 2.25-2.50(1H, m). 3.70-3.85(1 H. 
m), 7.25-7.38(2H, m), 7.88-7.96(2H, m), 
7.97-8.02(1 H,m). 8.09(1H. d. J=8.4Hz), 
8.23-8.33(2H, m), 10.63(1H, br) 

(B) MS FAB(m/z):434[(M+H)*] 
NMR. <^ .1 .58-1 .90(8H, m), 2.o7-2.65 
(1H. m), 3.90-4.02(1 H, m), 7.23-7.31 (2H, 
rn) ; 7.88-7.96I2H. m), 7.97-8.03(1 H. m), 
B.08(1 H. d, J=8.4Hz), 8.19-8.26(1 H. m). 
8.36(1 H, br), 1 0.59(1 H, br) 




Ex. 


R 1 


R 2 


Y 


R !1 


DATA 


123 


CF, 


CN 


C=0 




mp: 249-250 < * (EtOH) 

NMR: t s > :1.63(3H,s),1.94-2.03(3H.m).2.17-_ 

2.28(1 H.m), 3.50-3.59(1 H,m), 3.73-3.82(1 H.m), 

7.29(2H,t ( J=9.0Hz)7.65(2H 1 dd,J=5.6,9.0Hz) t 8 

. 10(1 H,dJ=8.8Hz), 8.17(1 H.ddJ=1.8.8.8Hz),8. 

34(1H l d.J=1.8Hz) t 9.96(1H,s) 


124 


CF 3 


CN 


S0 2 




mp: 115-116C ((Et) 2 0-Hex) 
NMR: i) :1.50(3H,s) t 1.88-2.07(3H r m),2.22- 
2.31 (1H,m).3.36-3.46(1H.m),3.61 -3.69(1 H,m), 
7.56-7,62(2H,m), 7.66-7.71 (1 H t m) f 7.78-7.82 
(2H,m) I 8.14(1H,d, J=8.4Hz) t 8.23(1H,dd, 
J=2.0,8.4Hz),8.29(1H,d,J=2.0Hz),1 0.04(1 H.s) 


125 


CF 3 


CN 


S0 2 




mp: 180-1 82 C (i-PrOH-CHCI 3 ) 

NMR: is :l.52(3H,s),1.89-2.07(3H,m) ; 2.22- 

2.31 (1H,m), 3.39-3.46(1 H,m),3.61 -3.68(1 Km), 

7.39-7. 45(2H,m),7.84-7.90(2H,m) f 8.13(1 H,d. 

J=8.8Hz), 8.22(1 H f dd,J=2.0,8.8Hz),8.27(1 H,d f 

J=2.0Hz),10.03(1H,s) 


126 


CF 3 


CN 


S0 2 




mp: 1 49-1 50 C (EtOH-(Et) 2 0) 

NMR: 6 :1.49(3H,s),1.86-2.07(3H,m),2.20- 

2.30(1 H,m),3.28-3.42(1 H,m),3.56-3.68(1 H,m), 

3.84(3H,s)7.03-7.13(2H,m) ( 7.70-7.75(2H,m), 
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Ex. 


FT 


R 2 


Y 


R9 | DATA ! 


I 










8.13MH.d,J=8.8Hz). 8.23(1 H.ddJ=2. 0.8.8Hz). ; 
8.29(1 H.d.J=2.0Hz),1 0.02(1 H.s) 


127 


CF 3 


CN 


0 

N 
H 




mp: 182-1 84 ( (CH ? CI 2 -(Et) 2 0) 
NMR: * :l.53(3H,s).1.86-1.95(1H,m),1.97- 
2.20(3Km). 3.59-3.67(1 H,m).3.75-3.83 
(1H,m), 7.23-7.28(2H ! m),7.52-7.57(2H.m), 
8.07(1 H,d, J=8.4Hz) ) 8.18(1H,dd ( J=2.0.8.4Hz), 
8.33(1 H,d J=2.0Hz).8.35(1 H.br) .9.97(1 H.s) 


128 


CF 3 


CN 


0 

H 


CH2CH3 


mp; 173-175 C (1.2-diCI-Et) 
NMR: *'> :1 .00(3H,t,J=7.2Hz),1 .46(3H.S), 1.76- 
1.84(1 H.m).1.86-2.02(2H.m),2.1 0-2. 19 
(1H.m). 2.95-3.10(2H.m),3.29-3.37(1H.m) ; 
3.51-3.60 (1H,m). 6.24-6.30(1 H,m),8.07(1 H.d. 
J=8.8Hz). 8.13(lH ! dd.J=2.0,8.8Hz).8.31(1H,d. 
J=2.0Hz), 10.15(1 H,s) 


129 

I 


CF 3 

i 


CN 


0 

H 


Me 
Me 


mp: 167-168C (AcOEt-Hex) 
NMR: <v1.05(3H,U=6.4Hz),1.46(3H,s), 1.75- 
1 .83(1 H,m) J .86-2.02(2H.m).2.1O-2.20(1 H,m). 
3.31 -3.38(1 H.m). 3.52-3. 60 (1 H,m). 3.65-3.78 
(1H,m).5.93( 1H. d, J=8.6Hz), 8.07(1 H,d, 
J=8.6Hz) f 8. 12(1 H.dd,J=1. 8,8. 6Hz),8.30(1 H,d, 
J = 1.8Hz).10.17(1H.s) 



*1 3 



Ex. 


Structure 


DATA 


131 


H 0 

NC V ^ M 

F 


MS FAB|m/z):392((M+H)-J 

NMR. •• : 3.60-3.75(1 H. m). 4.20-4.30 

(2H. m). 4.35-4.60 (2H, m), 7.25-7.34(2H, 

m). 7.68-7. 76(2H. m). 7.95-8.20(1 H. m). 

8.08-8. 14(1H, m), 8.30(11-1. br), 10.83(1H. 

br) 



Com. 



-46- 
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